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(54) Tide : IMCDAZOLIDINEDIONE DERIVATIVE 




(57) Abstract 

An imidazolidinedione derivative represented by general formula (I) or a pharmaceutical^ acceptable salt 
thereof, each having an anti-PCP(phencyclidine) effect and being useful as a psychotropic drug, etc. In said formula, 
n represents an integer of 2 to 9; A represents lower alkylene; ring B represents thiophene or benzene; R 1 and R 2 . 
represent each independently hydrogen, or (un)substituted lower alkyl or aralkyl; R 5 presents hydrogen or hydroxy, 

R 4 represents hydrogen, lower alkyl, hydroxy, lower alkoxy or lower alkoxy-lower alkoxy; and symbol represents 

a single or double bond. 
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w m m 

p c pit, m&mttz^ttmwfrmmommtttzmmLizmwm 

tt*^Ht5w,t^t,nTl>5 [Am. J, Psychiat. , 135, 1081(1987)] 0 

oc^biftopc P^f£Jl#^£##iffj<caj{|itjTr* (ftp c p 

if^btlSo tfcPCP *<NMD AS^^PISfp^^WTS - t 

ftJ8£3S5i-rS <tl> 9 Fol^fc* [T. I. P. S.. 13, 116(1992)] . 
CtS-jiaiU WO 9 3/2 0 0 5 3XliWO 9 4 / 2 5 4 5 0 t 
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— ~H, 4 I y V »J *J y : J * y £ L T 12 , 5 - [ ( 5 - 7 x 

i;l/-2-fx;;l/) /f;l/] -2, 4 - >f i y : J > -7* 
jfffc (3-D y'<&M$mE P 5 6 4 7-?§-&$g) N - [5 - [ (2, 
5 - -r** V-4--f -^'/'J-/-;!/) yf*] - 2 - f- 
7tF7; K (Helv.Chim. Acta 1971. 54(1), 343-51) i)<, 5- [t'7 
x-;U/^lx>] - 2, 4 - -f S ^ */ U -7 > i> * > , 5 - ( ^ jc ^ 
^Mf l/>) - 2, ;^7'jy>^t>i©7'J-^t^> 
h-f >^tt (#^¥2 - 6 2 8 6 4f) A<fcj£ftT^S*<. titP C P 

*wftL *:*&*. 4 = y v > -7* >mmw, n^sum^ ? a 
f-;u- 2 , 4 * ^ •/ y -7 7 7* >mmwxit^<omm^tfyiz^ 

*%Dflt±. -AfciS ( I ) 




n : 2 - 9 

A : fit7;l/+ V >m 

Bm: x >^XteOtf 7 31 

Rl. R2 : m-Xltm*3.^Tykm®*, Xttg&^L < 
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R 3 : ykmgi^Xtejmm 

So 

bfD«Ji?>, t°^'J-;>, ^^-y- 1 Ko - LH - 7-bf t c 
>, t^tFn7'/y>, t?nFD-lH-7'/->Xlif 
*/t KoTHf->>T*»). ff*L<tt5~7Jl*ft*ik*l'\?DB 

U>*. 2-/f Axf l/>i, THyf^i, !_ y ^ ;bh 
yyf-l/>*. 2-/f;^ U/f-l/>£, 3 -> h ij > ^ u 
>g, 1 -if-A/if- u >£, 2 -xf-yl/if- u >£, 1, 2 - if 
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^f/i'Th^f^i, 2 - / f^f h 7 / * 1/ >g, 

'i/f ^>i, / 3-xf ;H 'J/f 1/ 

1, l-y^f^h'Wf 2, 2-y/f;bMJ^ 

f-U>g, 3, 3-^yf;l/h'J^f U>1, ^ + f- U 
1 - J > ? / f- u ;K>^/f u>i, 3- 

/ f-jUl > ? J 1/ 4 - / f-^U^ > 9 / f- U 5 - / * 

)i"<y ? / f- u >m, 1. 1 - i-JUv- b 7 y f- U >£, 4, 4 

^vyf;l/$, sec-/f;H, tert-/f;H, ^>f-;U 
I, 7^>f tert-<*> 
1 - ^f yl/Zfyl/S, 2 - y ^;U7'^;bS, 1. 2 - ^ 
^-^^Dt';H, r^ + y;H, 1 - > ^ > f- 

2 - / f-Jl^ >f 3 - J T)K >i-;im, 1. l-5> 

^f;l/yf;Pi, 1, 2 - 2, 2-v?^f;^ 

f/l/g, 1, 3-yyf;l//f^i, 2. 3 - f 
3, 3-'^f;byf;l/S, 1 - xf-^y^g, 2 -m-Jl71- 

1. 1. 2 - h >J ^ f- ;l/7o fc 0 ;Pg, l, 2, 
/l/T'Dt'^i, 1 -xf 1 - / +)\,-?u if Jim, l-xf;l/- 
2-y f;l//n fcr;l>2S*<3Stf £ft, 0* L< 1*8*81 ~34@©7 

xt =7 iurii, tine rffijR7;p*^aij ©e^©* 
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xf;i/7 x-^xf^|, i/ / 7 ± - x. 
7x-;K>f;H, /f;l/7 i _;b7f;H, 7x^;u 
^*->;i/g, ;i/7x^;K>f ^S, t7f;b> f 7 
^^xf ^i, ^7^;l/7°o t7f;l'7'f;H, *7^;U 

^>^;l/£, ^7^;U-\+->^*#*<^»/t>n^o $?£L<li, ^ 

il^iilt, lftL<liAoy>||i, 7k8fcg, **7g, 
{£&T;HJ*i/S, 7''J-;l/* + yS, y77i, -hog, h U 

Mtwu* y -f Jim, Tljm, iH7;i/*7^;i'7;/I, 

< IZVfc&T )\s*frT i J 21. 7dY;1/S, 7 0'f;l't+->i, 

r^D7-->i^^j iuti±, 7.^^^, mmmj-, &mm*x 

Tf£lST;U3^->SJ tbXit, / h*->g, iF + ->i, 7*o 
-f y7*D*+->i, y h + .>g t ^yy^^s, sec 

-7 h * ->S, t e r t - 7* h * ^>^;l/:t* -> ( T 5 

**>) -f 7 'Of-Jl' tert-^>f;^+->|, 

7°D#*->g, 1 -x^;U7°D^ + i/^, 'S^WU^+i/SH^ 
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^1, s e c-y F + y* /l/t^/l'I, t e r t - y h + •> # 

i 

;Ug, t e r t -"O^UtI-* > # — -fUg, 
* >f-;i/* jK—;uai, 2- / =f-)\>7 V 4- •> * ;i/ 

g, 1, 2--;^f;i/7'Dt* + i/*;i/t:^^I, l - xf ;i/7*u^ 

nb®*;l/t:-;Hoi^, L < 12, / h + > £ 

^7 7°ub°t-Ai, 7* V JIB, ^7/f 'J;H, 

m, jit i y&, << v-jt-v )\,t \ jm, /<i/'j;i/7;yi, ' 
-< y/<i/ y jut i /S, ^/<o>f^7 i y mxit^*v ; -(jut i 

;U*;W&© 1 ~ 2ffl#flMfcUfc7 = smz&ftL, SttWicflliUi 

^7 5 /S, /f/l'7;/S, ^77f;l/7;/i, sec-7f- 
JUT I t er t - 7f ;l^7; /S, ^ (T i JUj 7; 

/£, ^V<>^;U7WS, **^>^/b7 $ y g, tert- 
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£. V7a \£)IT IJ&, Vy?JVT i SB, V7f;b 7 

ft$L<tt, 7; ;|, yf^7;/I, xf;l/7;/S, 

g, jc^;i/x;U7 4 7°o t';Ux;i/7 ^ -;Ugl(M<^tf £ n 

So 

5, 

Biria*£& 7 ;w rj 4r > m © ® & g ic-m 7 * 3 * •> g # g& u fc 
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TO. /Dt't>H, ?D>|, ZJ/n?®, 

v A,. *;P->^AXtt7;b $ - V A > f- 

;t/Ti>, xf^7; >, x * y - jVT i >fOfMl <b ©ttjfjU 

VHk&® ir o i% t ft i£ L z ti t> if? ^ t #$gBfl ir £ ft -5 , 
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♦JSWflS-fr* (la) {*— j&k (II) -CwSniT^ft K-ffc-frHl 

ic— iRsS (III) T**n*«*fl:^*sja:$-tt-, ft-fricko-f 5 

X, fSll^lil da) tt— (II) T^^nST;Urt Kft 
$5$; (IV) T^&^S-r * ^-/y y> 5>*><ffc<fM&*gi63 
d tic <fc 0iS!it$n«5o 
ft&fcit, fl>7hFa.77> (T H F) , x--f ;U, i> 
>, *J****frJ*7l K (DMF) «®Wa«tt4>. (III) 
rf A, tj u *j 4 v7p t°;P7 5 K. 

Uf-^At'x ( h «J y f-;u»> «; ;i/) 7$ Kfc ^TSttft L. cnic 
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&.mMfcm.<Dit&®) (in £toz.T<%%iT7bm£UTm7ttf, -so 

0, t -7* h V 7;i/*nf|:||xii/ * y -^Stf»ig»t 

OSiKTiltS c <fc c J: 0, y ^^S J f J ^f->'USli^Stt^#T 

«- tin 7jc # -r ft wr & ^ ic & * $ n * . 

co^ftcititf^ft (in tit&® (III) , Xii-ffc^ (ID 
t\t&% (IV) li|t;^HiSt5:t^tno 

MK^IgflSft^ (lb) \$it&® (la) £iig&#T (* V 
OVA*. b*-> K/x^y-*) UfeTKSJC&lCkOSiitsnSo 

X, *%Wit&® (I b) (*, \t^m (in <tfk^ (III) £g 

* > * c i ii «t o siit $ n * 0 

*M£ 15 T ;u ^ * •> ffi M T ;u n * •> « t & * Yfc £ tt £ * ft jc «fc *) flu 7 Jc 

-ft6©»ftK«k Ofi&SftfcSfcujJfli^ttti, 
<.»«*©££ LrmSiSft. ^I3$n-5c *36HJJ©«ftlc*ji>TS: 

»wc^*©»T»ai-« tant^^tti L-cmsssft*^ *g 

c 9 LT#£ftfc&{SHf;£$£ fcli-€-©ig«ii^©itJtgKjcc:ic# 
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z n *> © it mm tt g <t a -r 5 ^jgy &j£ ffc * * 5 A , D 

v K57^ -tt£'©3t&<r<J:S#SiJ-f -5 d 

*7Xx (R, R) #i (s, S ) W. (R, S) #4 (S, 
R) #<!: LT##»J$ ns 0 y7XTl/tftliif>ft7-H# 

t 5 I <!: I: i 0 2 oc^-flj-r^ C t*<T*^-©*^||fti*i-r* 

^i£Jt©*IJ;Bnr#gtt 

(I) ii»»WfiftPCPfti*|fu cnc*-* 

(I) ©ttPCPfMitt. £ITO«»Jffia,T 
fcP C PftffiKlfc 

^^-Mft 7y Kn = 8) (M2 0 0~ 3 0 0 g) I: 
PCP (3mg/kg) *S[TS4t, 3 0#&IC*-;Utf- KT 
'^-^ (H B A) \ZXtlfz 0 tiL&it&to (1 Omg/k g) «, 
PCPOg^l 5»«TCftT«#Lfc 0 HB Alt fticftg4 cm 
O^Hfll^il, ^li:il$2 0 c m©3»*Wr*8MH4 Ocm 
O*-?*-' ? 4 -lb KT* 3 [Psychopharmacology, 52, 271(1977)] 0 

®»(Locoinotion)) (rtKBH*A ? ft 5 (Dipping)) 

*5»HK*>fc0HjeLfc o ffc. PCP (3mg/kg) 
&$LK<><X9-2(km&7 y h ( n = 8) ZW&mtbiZo 
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SI 





a ®j * © it * 


lOmg/kg • sc 


(P< 0.01) 


£3t*Tlfr©i£T 


lOmg/kg • sc 


(P < 0.05) 



#2gBJHfc£«0 (I) Xte*©f!a©-1IXti 2m&L±*mtoti&t 

*v?A, X^-f-, *;U*, -tT75 L >, 77k" 
T=/A, :tl>-7'Mi, =fv&, ij ii Or /< ? - , i-=f-\sy>f\)u-)\, 

* © ftfc^tffl © *> © i)<m^ £ n * o 

BKAlB^fcH. l~ 1 0 0 0mg, ^L<lil~2O0mg, 
iat^AlBifcOO. 1 ~ 1 0 Oragifl t < liO. 3-3 Omg 
Ctl* 1 2-4EHc^^TS^-rSo 



( 
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i 

1 - J f- JU - 2 , 4 - >f 5 ^ '/ y S? > «; * > 5 . 0 0 gCDMF 
0 m 1 IC^^TTK^-fk^- h 'J •> A (6 0%itt) 1. 90 g 
S-flD*. 1 I* relit & L/c ^>y*7o; K6. 6ml 
2 BfPalflift L/c 0 El&Rnl&'fiKt&Tfc (1 00ml) *JO;lft3fci 

^Mioomix3) Tttjtj ifco ^mmmmzmmi- h y * ^ 

( h ;l/x>/ft|xf;l//^ ? / - ;P = 4 0 : 10 : 1) (C ^ Iff 
I^L, 3 -K> l - / 2 , 4->f •^•/ij-?><;t> 

7 . 8 2 g £#fc 0 
M*##Hii (m/z) : FAB Pos. 2 0 5 (M*+l, base peak) 
h/K9 0MHz. CDC 1 3, TM S ft®**) 
6:2. 98 (3H. s), 3. 84 (2H, s), 4. 65 
( 2 H, s ) . 7 . 10-7. 49 ( 5 H. m) . 

###J2 

2, 4 - 'T 5 ^ V* y V > s; * > 1 . 2g, 3-^dM>W 
o $ h 3 . 0 g. TK^fl:^ hHA (6 0 %ni]ft) 4 8 Omg^ffi 
^T#^0tj 2 ®;&&lc-fiEi\ 3- ( 3 -7*0*7 x-;lO 

Kft##r1t (m/ z ) : F A B Pos. 2 7 0 (M* + 1 , base peak) 
&m%&mx^9 (9 0MH z. DMSO-d 6 , TMSftSfl 

5 : 3. 9 9 (2H, s) , 4. 5 3 (2H, s) , 7. 2 5 
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-7. 6 0 ( 4 H. m) , 8. 15 ( 1 H, b r ) . 

##0J3 

VVf-iUTAsrb K5. 0 0 g©DMFg$5 0 m 1 KtJc&T* 
Mt h>J-)A (6 0%M) l. 7 0 oaflBttfliLfc. 

3 L /Co &1&&K7JC (l 0 0ml) £Jjd;l h ;l/x > (100ml 

x3) T'ftiiiL/Co Wmtt£t!ji^lSftI^J^7|c-cz5fe^^^^^ h u ^7 

2 - h + v) y f;K>X7/l'7 : t K6. 8 gOx^y-;i, 
2B#M#L* 0 Elfc«**ffT«J«S*Lfcfc, 7k (1 0 0ml) 

£ttoz.&4t/ f- 1/ > c i o o m i x 3") -cttrn u/c 0 mmmmmz 

xf-;u=l 0 : 1) «fc*)»«LT2- (^ + -» 
7 g^?#7C 0 

®M##HI (m/z) : FAB Pos. 16 9 (M*+ 1, base peak) 
mm^&^X'*? hJl (9 0MH z. DMSO-dg, TMSrtSU 
**) 

<5:3. 40 (3H, s), 4. 54 (2H, d), 4. 99 
(1 H, d d) , 5. 19 (2H, s) , 6. 9 0-7. 
5 0 ( 4 H, m) . 

##0>J4 

2 - h * •> ) > h * O S> )V T )\* 3 - )\s 6 . 7 g © j^-ffc / 
* U >&$5 0 m 1 KTk&TV * o 'J K 3. 7ml, 

h 'Jxf^7 = >8. 3ml *JD* 2B*|!Stt#Lfc, 
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/ 9 J 5 m 1 %lM?Liz'ik, tfiT 1 5 frmUW Ltz'&, M^lM 
WtK ( 2 0 0 ml) £2j0;t, ;< ^ U > (200ml x 3 ) Tftij 
tH Lfc 0 W££ttJiJJI£M^ h ^ 2*T'm%'&. z$ EE T ft 
U MlC^S^ LT? /I/- K © 2 — (y h*->) y h + ->-y * 
>x;u*^;Upf+>^^^^>Hf >7. 5 g %%tz 0 i^x:©^ 
K C 7 4? h - h «J ;H OOml^iD x. L. ^ * p< f- b > 
-f S > 2 0 m 1 , D A 1 l . o g £fio;i 2 e$IH2iD%38IE L 

SfSi^ifi^f^t, &£3i§U -> y 77 

^^*7i?D7h^77-( - (?dd*;1/A/^;-^=50 : 
1 ) K «fc OttSLt 2 - (y H + v) / b * -> - (A + ftKD- 
1 -74? t°^;U) > TJlK>-ify 3. '8 g^t#/c 0 
@*^«f1i Cm/ z ) : FAB Pos. 2 5 0 (NT + 1 , base peak) 
fS^'I^^^ h;K90MHz. CDC1 3 , T M S rtS{J£?lfS) 
6:1. 63 (8H, s), 2. 68 (4H, s ) , 3. 49 
(3 H, s) , 3. 6 9 (2H, s ) , 5. 19 (2H, 
s) , 6. 8 5 - 7. 6 0 (4 H, m) . 

##0J5 

2 - (^ h*->) jt h + ->- (^^-9- t Kd - l - T-tft'-Jl) 
S*Jl"<.>-tf>3. 8g®THFM70ml K*frT n - 7* ;U 
•J **A^*-y->jg& (1. 60N) 11. 4mUJii30M 
DMF2. 0 m 1 *Jn* 1 5 L fc 0 filfcttCft 

flMSfl:7 A (10 0ml) ^SOX-TOa^/l/ (100ml 

x 3) -CttftLfco W»ttfflJi*ffiftJtift*Tft*«, 5Si$:h h 'J 

574 - (?no*/UA/,<*y-,u=3 5 : 1) IC <fc ?) ff §3 L T 
3 - ('s + if-t Kd - l -7-tf k°-;iO y 2 - + 

^ h + v^OXT^f tF3. 7g^|t, 
KS##rH (m/z) : FAB Pos. 2 7 8 (M*+l, base peak) 
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(9 0MHz. CDC 1 3, TMSMM) 
6:1. 62 (8H, s) , 2. 64 (4H, br), 3. 59 
(3H, s ) . 3. 6 8 ( 2 H, s), 5. 15 ( 2 H, 
s) , 7. 22 (1H, d) , 7. 6 8 - 7. 9 5 ( 2 H, 
m) , 10. 34 ( 1 H, s ) . 

###J6 

2 , 4 - -f 5 ^ */ 'J y > y sj- > 2 . Og, O^^d; K 3 . 
0ml, Tkfcfc"*- h 'J (60%ritt) 8 0 0ml^fflM$t 
0>j 2 ©^f&K^. 3 -«*>5>;U- 2. 4 - i? V U 5? > v? * > 
1.57 g 

Kfi53-#fia Cm/ z ) : F A B Pos. 19 1 (M* + 1 , base peak) 

(9 OMH z. CDC 1 3, TMSftW) 
<5 : 3. 95 (2H, d), 4. 61 (2H, s). 6. 01 
(1H, br), 7. 20-7. 50 (5H, m). 

mmm 1 

'JJVfoVJUTi >3. 3gOfF7t Ka7 7>M (15 0ml) 
ir7^=/>^g{£T, -78tt:t7'f;b'jf^A20ral fcfl&TL, 
2 O^jftxf;!, N-'OW; J ii )V*-)VT I J T*t- 
H3. 35g©fh7tFo77 >?g?|£ (3 0ml) *iTt5 0 
frmWLtZo 5 - (1 --N + t t KoTHftf — ^U) f-;Uf-*7 x 
>- 2 tort K3gOfh7k Kd75>*» (30ml) 

*»TL. SbCl 8^4 5M^t/:, ftftAtt7k**"Cfi(£* 

5 A ? a ^7 h?'77>f - L, ? n n : t $ J - ;U : 

jg7>*-77jc (200 : 10 : 1) ® \Z X & Si L , 3 - O 
v?;u - 5 - [5 - [ C\*lr t K0-1 - y-t? t°-;U) ^ - 
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7^77-tFD + y- 2- f;;l'] - 2 , 4 - 'f i */ l ) i? > i? 
*>0. 4 g£*#/c 0 
KS£"#ftt (m/ z ) : F A B Pos. 4 14. 5 (M" + 1 , base 
peak) 

iTOlX^^ (4 0 0 MHz. CDC 1 3 , TMSrtSMR 

m) 

6:1. 50-1. 6 7 (8H, m) , 2. 52-2. 66 (4 H, 
m), 3. 72 (2H, S), 4. 22 (1H, d, J = 

2. 4Hz), 4. 58 (1H. d, J = 14. 7Hz), 

4. 64 (1H, d, J = 14. 7Hz), 5. 29 ( 1 H, 

d, J = 2 . 4Hz), 6. 10 (1H, broad), 

6. 71 (1H, d, J - 3. 4Hz), 6. 81 ( 1 H, 

d, J = 3. 4Hz), 7. 20-7. 31 (5H, m). 

5- (^*-y-fc Ko- 1 -T-fcf ^f;l/ft7x>-2- 
**# + f7*fk Kl. OOg, N - K>^;l'7;y^l'*'- 
;U) ^iJ'/>if;bx^fiH. 06g©x^-^50ml 
K, t hij -)Ai h K 6 0 9 m g £ ftl x. g fi K T — &&ffiW L 
fco £J&#E£^JETig|fe&, tK (30ml) £7J[J;i, ? o d *;UA 
(2 0m 1 x 3) TfflWLfc. WmttitJJi^M^^ h 'J ^ A-C^jg 

;l/x>/g|ixf^/>^y-;L,= 6 : 2 : 1> Id J: «? ft Hi & , -f 
y^o/V-*/^ * y -;U«k DffiS LT 3 5 - [5 

- [ (^ + -9-t h'n- 1 -T-if t°-;U) ^ f-ju] - 2 -fx'Jf>] 

- 2 , 4 - >f ; ? V* 'J 5? > V* > 1 . 0 2 g £?#/c 0 
It * : 1 7 5 - 1 7 6 °C 

h;U (4 0 0 MH z. CDC 1 3, TMSftSP^ 
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5:1. 5 5 (8H, s), 2. 65-2. 68 (4H, m), 
3. 84 ( 2 H, s), 4. 77 (2H. s), 6. 88 
(1H, d), 6. 90 ( 1 H. s), 7. 06 (1H, 
d), 7. 27-7. 52(5 H, m). 

HMJ3 

7^=f>5ffltlT. 5>-f t°;U7 i > 1 . 3 m 1 © T H F ?g 

^30ml^-78ti:^l, n-7'^;l/'Jf-^A (1. 69N 
5. 3 m 1 £fln*. 3 O^IBIiJSHsLfco fr^T 3 - *C 
> )V - 1 - ^ f- )V - 2 , 4-f ;/«/ijy>j;t>i > 9 0 g © 
THFMlOml £210* 3 O^Ktt^Lfc. 5 - C\*-9-k 
Kd - 1 - T-fe* h°^;l/) ^ ^;l/^#:7x > - 2 - rt^tf^-frT^x 
t K2. OOgfDTHFMlOml fciffl*. 1 B#IB«# Lfc, 
*K 10 0ml *jD*fttt"xf-;i/ ( 1 0 0 m 1 x 3 ) T 

U->'J*y;^7A^n7h^77^ - (^no*;l/A/^;- 
;U/7>*-T7jc= 3 5 0:1 0:1 ) i:J:t)^l, ffilllo^ 
TX-r Isir-?- 1 . 25g^Hfc, d©7 *) — x& WtWt x f - ;b 
5 0ml K8#L, *»T4Njtl/Mif*2in 1 fcfcUTtf 
Hi L, x* y — 7U «t (j S H Ilt3 -O 5 

- C 5 - [ t K d - 1 - 7-tr t°-;l/) y - 7^7 7 

- t K n * -> - 2 - x x - l-yf;b-2, 4-^;/'/iJ-J 
>>J*>i&W&l. 3 0g*f|t 5 

H.& : 2 0 4 ~ 2 0 5 

h/K5 0 0MHz. DMSO-dg, TMSft 

6:1. 52-1. 9 0 (8H, m) , 2. 53 (3H, s), 
3. 01-3. 30 (4H, m) , 4. 4 6-4. 6 0 (5H, 
m) , 5. 3 4 ( 1 H, s) , 7. 1 0 (1 H, d) , 7. 
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21-7. 36 (6H. m), 11. 03 (1H, br). 

mmm 3 tmmt lt 3 - (3-ro?7xi*) 

1-4 *>>J*y t, 5- ( 1 -'s*-* t KnT4f b°^;U) 

y^;l/^^-7 i >-2-^;U^-:^-9-T>'U7 :r t Kfr£. 3 - (3-7' 
a * 7 x — y^;l/-5 - [5 - [ t Kd- 1 - 7-tf t° 

— AO /f;l/] -7^77-t Kd + ->-2 -f-^] - 2 , 4 - 

Hjft : 2 1 5 - 2 1 6 °C 

( 5 0 0MHz. DMSO-d 6 , TMSft 

5:1. 52-1. 8 0 (8H, m) , 3. 17-3. 40 (4 H. 
m), 4. 35 (2H, dd) , 4. 44 (2H, s), 
4. 57 (1H, d), 5. 23 (1H. s), 6. 48 
, (1H, d) , 6. 8 2. 6. 9 0 (2 H, sX2), 7. 

1 6-7. 5 0 (4H, m) , 8. 6 2 (1 H, s) , 
10. 40 (1H, br). 

3 - ('s + lf-k Ku- 1 -THf tr^AO / 2 - h + 

^ h + v'OXT/l'f t K 1 . 30g, 3-<>i?jl-2, 4--f 
'/ <J > i> * > 0 . 89g©^y- A 5 0 m 1 i: ± V U 
9 A/ K*-> K5 0 6mg^-IWLfc o StS&l^ 2 0 0ml 
£JU;i#rfcB L 53* U i^xf ;i.x-f ^J; DB^ a B B LT3 
-^>*;b - 5 - [3 - [C\*-9-tKD-l-7-tfb o -rt0 ,< ^ 
•A] - 2 - (^ h**>) y |. ijx>] - 2, 4 -4 I y 

VV 9>>J*>1. 14 g£*§fc 0 
: 1 6 7 - 1 6 8 "C 



WO 95/29910 



20 



PCT/JP95/00817 



h;K 5 0 0 MHz. C D C 1 3, TMSrtSS 

m 

6:1. 63 (8H, s), 2. 63 (4H, m), 3. 52 
(3H, s) , 3. 70 (2H, s ) , 4 . 7 7 ( 2 H, 
s), 4. 94 (2H, s), 6. 76 (1H, s), 7. 
10-7. 60 (8H, m), 10. 78 (1H, br). 

3 -<y 5 - [3 - [ (^ + -9- t Ko - 1 - 7-tf fc o ^;l0 

-2 - h + y) > h*5/^>i?'jf>] - 2, 4 - -T 
^•/'J^/^^OOmgC^;-^ (5ml) IC 6 N 
M5ml *JD* 6B#HI«#U*: 0 ElS«*«EET*l«fS* U a 

* 7 - ;b «fc t) S^b s b LT3-K>?*-5- [3 - [ ^ + thK 
d - 1 - T-if t°-^) 7^;U] - 2- tFo + M>-;'Jf>] - 
2 , 4 - = ? V U > * >f£gfc& 1 / 4 TKfD^ 2 5 0 mg^i 

/Co 

M& : 2 1 4 ~ 2 1 5 °C 

( 5 0 0MHz. DMSO-dfi, TMSft 

6:1. 62, 1. 82 (8H, sx2), 2. 5 0 (4 H. 
s) , 4. 33 (2H, s). 4. 68 (2H, s), 6. 
82 (1H, s) , 7. 01 (1H, s) , 7. 25-7. 
37 (5H, m) , 7. 50 (1H, d) . 7. 61 ( 1 H, 
d), 9. 85 (1H, s), 10. 75 (1H, s). 

^J£0)J 7 

Ha&0i|5 ±m$UZ LT 3 - (^\ + -b-h Kd-1 -7-t? k°^;l/) /• 
f - ;K > X 7 ;U-r t K £ 3 - < > 'J )V - 2 , 4 - J i ? i? > it 

* > £ 3 - O 'J )V - .5 - [3 - [ * If t K n - 1 - 7 4f b° 
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J *iV\ <>yjf>] - 2 , 4 - -f ; *V D v > v?* > 7 6 0 m g 

MM : 1 6 9 - 1 7 0 °C 

h;K 5 0 0 MHz. CDC 1 3, TMSft^l 

*£) 

5:1. 56 (8H, s), 2. 57 (4 H, s), 3. 62 
(2H, s). 4. 67 (2H, s), 6. 55 (1H, 
s), 7. 27-7. 53 ( 9 H, m). 
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